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CLAIMS 



What is claimed is: 
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I 



R 1 
R 2 

R'-N-R 2 



B 



Novel peptides of the formula I 

r'r 2 n-\:hx-co-a-b-d-e-(G) s -k 

where 

is Wdrogen, methyl; or ethyl; 
is methyl; or ethyl; or 
togqher are a pyrrolidine ring; 

is a Valyl, isoleucyl, allo-isoleucyl, 2-tert-butylglycyl, 2- 
ethyltjlycyl, norleucyl or norvalyl residue; 
is a N-lhethyl-valyl, N-methyl-norvalyl, N-methyl-leucyl, N- 
methyl-koleucyl, N-methyl-2-tert-butylglycyl, N-methyl-2- 
ethylglycyl, or N-methyl-norleucyl residue; 
is a prolyl\ homoprolyl, hydroxyprolyl, or thiazolidine-4-carbonyl 
residue; 

is a prolyl, Aomoprolyl, hydroxyprolyl, thiazolidine-4-carbonyl, 
trans-4-fluor)b-L-prolyl, cis-4-fluoro-L-prolyl, trans-4-chloro-L- 
prolyl or cis-4\chloro-L-prolyl residue; 
is" ethyl, propylAbutyl, isopropyl, sec. butyl, tert.-butyl, 
cyclopropyl, or (Wclopentyl; 

is a L-2-tertbutylWcyl, D-2-terr.butylglycyl, D-valyl, D- 
isoleucyl, D-leucyl\ D-norvalyl, 1-aminopentyl-l-carbonyl, or 2,2- 
dimethylglycyl resique; 
is 0 or 1 ; 



D 



X 



s 
K 



is -NH-C^-alkyl, -NH-C 3 _ 8 -alkenyl, -NH-C 3 _ 8 -alkinyl, -NH-C 6 _ 8 - 
cycloalkyl, -NH-C 1 . 4 -|lkene-C 3 . 8 -cycloalkyl, C M -alkyl-N-CY 6 - 
alkyl, in which residues one CH 2 group may be replaced by O or 
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Novel peptides of the formula I 

R'tN-CHX-CO-A-B-D-E-CGVK 



where 

R 1 

R 2 

R'-N-R 2 



B 



D 



X 



s 

K 



is hydrogen, methyl; or ethyl; 
methyl; or ethyl ; or 
)gether are a pyrrolidine ring; 

is\a valyl, isoleucyl, allo-isoleucyl, 2-tert-butylglycyl, 2- 
etlWlglycyl, norleucyl or norvalyl residue; 
is alN-methyl-valyl, N-methyl-norvalyl, N-methyl-leucyl, N- 
methyl-isoleucyl, N-methyl-2-tert-butylglycyl, N-methyl-2- 
ethy|glycyl, or N-methyl-norleucyl residue; 
is a flrolyl, homoprolyl, hydroxyprolyl, or thiazolidine-4-carbonyl 
residue; 

is a prolyl, homoprolyl, hydroxyprolyl, thiazolidine-4-carbonyl, 
trans-4\fluoro-L-prolyl, cis-4-fluoro-L-prolyl, trans-4-chloro-L- 
prolyl o\ cis-4-chloro-L-prolyl residue; 

is ethyl, nropyl, butyl, isopropyl, sec. butyl, tertbutyl, cyclopropyl, 
or cyclopqntyl; 

is a L-2-ten.butylglycyl, D-2-terr.butylglycyl, D-valyl, D- 
isoleucyl, DAleucyl, D-norvalyl, 1-aminopentyl-l-carbonyl, or 2,2- 
dimethylglyc^l residue; 
is 0 or 1 ; 

-NHCH 3 , -NHC*I 2 CH 3 , -NH(CH 2 ) 2 CH 3 , -NH(CH 2 ) 3 CH 3 , 
-NH(CH 2 ) 4 CH 3 , -W(CH 2 ) 5 CH 3 , -NH(CH 2 ) 6 CH 3 , 
-NHCH(CH 2 ) 7 CHA -NHCH(CH 3 ) 2 , -NHCH(CH 3 )CH 2 CH 3 , 
-NHCH(CH 2 CH 3 ) 2 ,\-NHCH(CH 2 CH 2 CH 3 ) 2 , -NHC(CH 3 ) 3 , 
-NHCH(CH 2 CH 3 )CH 2 CH 2 CH 3 , -NHCH(CH 3 )CH(CH 3 ) 2 , 
-NHCH(CH 2 CH 3 )Cffl(CH 3 ) 2 , -NHCH(CH 3 )C(CH 3 ) 3 , 
-NH-cyclohexyl, -NH-cycloheptyl, -NH-cyclooctyl, 
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or K is 
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N(CH 3 )OCH 2 CH 3 , -N(CH 3 )OCH 2 CH 2 CH 3 , -N(CH 3 )OCH(CH 3 ) 2 , 

(CH 3 )0(CH 2 ) 3 CH 3 , -N(CH 3 )OCH 2 C 6 H 5 , -NH(CH 2 ) 2 C 6 H 5 , 
-NH(CH 2 ) 3 C 6 H 5 , -NHCH(CH 3 )C 6 H 5 , -NHC(CH 3 ) 2 C 6 H 5 , 

C(CH 3 ) 2 CH 2 CH 3 , -NHC(CH 3 )(CH 2 CH 3 ) 2 , -NHCH[CH(CH 3 ) 2 ] 2 , 
-NHG(CH 3 ) 2 CN, -NHCH(CH 3 )CH(OH)C 6 H 5 , -NHCH 2 -cyclohexyl, 
-NHCN 2 C(CH 3 ) 3) -NHCH 2 CH(CH 3 ) 2 , -NHCH 2 CF 3 , -NHCH(CH 2 F) 2 , 
-nhch\ch 2 f, -NHCH 2 CH 2 OCH 3 , -NHCH 2 CH 2 SCH 3 , 
-NHCH 2 GHCH 2 , -NH-C(CH 3 ) 2 CH=CH 2 , -NHC(CH 3 ) 2 OCH, 
-NHC(CmCH 3 ) 2 C = CH, -NHC(CH 3 ) 2 CH 2 CH 2 OH, 
-NH(CH 2 CH 2 0) 2 CH 2 CH 3 ,-NHC(CH 3 ) 2 CH(CH 3 ) 2 , 
-NHC(CH 3 )\CH 2 CH 2 CH 3 ,-NHC(CH 3 ) 2 CH 2 C 6 H 5 , 
-N(OCH 3 )CM(CH 3 ) 2 , -N(OCH 3 )CH 2 CH 3 , -N(OCH 3 )CH 2 CH 2 CH 3 , 
-N(OCH 3 )CaC 6 H 5 , -N(OCH 3 )C 6 H 5 , -N(CH 3 )OC 6 H 5 , 
-NHCH[CH(OH 3 ) 2 ] 2 ,-N(OCH 3 )CH 2 CH 2 CH 2 CH 3 , 




CH 3 

-^0 



— NK 




CH 3 
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10 

An<| the salts thereof with physiologically tolerated acids. 



3. Novel peptides of the formula I 

R 1 R 2 N-CHX-CO-A-B-D-E-(G) s -K I 
15 where \ 



R 1 is hydrogen, methyl; or ethyl; 

R 2 is methyl; or ethyl ; 

A is a valyliisoleucyl, 2-tert-butylglycyl, 2-ethylglycyl, norleucyl or 

norvalyl residue; 

20 B is a N-methyl-valyl, N-methyl-norvalyl, N-methyl-isoleucyl, N- 

methyl-2-t6rt-butylglyeyl, N-methyl-2-ethylglycylror-N-methyl 

norleucyl residue; 
D is a prolyl, or thiazolidine-4-carbonyl residue; 

E is a prolyl, Mmoprolyl, thiazolidine-4-carboriyl, trans-4-fluoro-L- 

25 prolyl, cis-4-iluoro-L-prolyl, trans-4-chloro-L-prolyl or cis-4- 

chloro-L-prowl residue; 
X is ethyl, propyl, isopropyl, sec. butyl, tert.-butyl, or cyclopropyl; 

G is a L-2-tert.butylglycyl, D-2-terr.butylglycyl, D-valyl, D-isoleucyl, 

D-leucyl, or 212-dimethylglycyl residue; 
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isOorl; 

is -NH-C^-alkyl, -NH-C^-cycloalkyl, -NH-CH 2 -cyclohexyl, C M - 
^alkyl-N-C,. 6 -alkyl, in which residues one CH 2 group may be 
Replaced by O, one H by phenyl or 1 or 2 H by F, except the N- 
iethoxy-N-methylamino, N-benzylamino or N-methyl-N- 
bepzylamino residue, or K is 





CK 3 



- " nh -0 • 



■ n>: 



— N O 



CO NK — CH 2 — CH 2 CEa 



2079.1009-001 



-52- 




Novel peptiues of the formula I 



10 



15 



where 

R 1 

R 2 

A 

B 

D 
E 

X 
G 

s 

K 



20 



R'R 2 1V-CHX-C0-A-B-D-E-(G) S -K I 

methyl; 
is\ methyl; 

is a valyl, isoleucyl, 2-tert-butylglycyl, or 2-ethylglycyl; 
is aN-methyl-valyl, N-methyl-isoleucyl, N-methyl-2-tert- 
butylglycyl, N-methyl-2-ethylglycyl, or N-methyl-norleucyl residue; 
is a >rolyl, or thiazolidine-4-carbonyl residue; 
is a >rolyl, trans-4-fluoro-L-prolyl, cis-4-fiuoro-L-prolyl, trans-4- 
chlo :o-L-prolyl or cis-4-chloro-L-prolyl residue; 
is etliyl, isopropyl, sec. butyl, or tert.butyl ; 
is a ll-2-tert.butylglycyl, D-2-terr.butylglycyl, D-valyl, D-isoleucyl, 
D-leujpyl, or 2,2-dimethylglycyl residue; 
isOonl; 

is -NH\c,. g -alkyl, -NH-C 6 . 8 -cycloalkyl, -NH-CH 2 -cyclohexyl, C M - 
alkyl-N\C,. 6 -alkyl, in which residues one CH 2 group may be 
replacedljby O, one H by phenyl or 1 or 2 H by F, except the N- 
methoxy-K-methylamino, N-benzylamino or N-methyl-N- 
benzylammo residue, or K is 



25 




— NH 



-NH 




-NH 




CH 3 CH 3 ^3 CH 3 



■N O 
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— NH 



— NH 



CH 3 

-NK 



10 



■NH 



CH 3 



— NH- 



•COl 



CH 3 



CH3 



. — NH- 



CO NH CH 2 CH 2 CH 3 or 



CH 3 
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25 



Novel peptides oftthe formula I 

R'R 2 N-CHk-CO-A-B-D-E-(G) s -K I 

where 

is me\hyl; 
is metAyl; 

is a valjfl, isoleucyl, or 2-tert-butylglycyl residue; 
is a N-rrfethyl-valyl, N-methyl-isoleucyl, or N-methyl-2-tert- 
butylglycVl residue; 

is a prolyA or thiazolidine-4-carbonyl residue; 
is a prolyl\cis-4--fluoro-L-prolyl or cis-4-chloro-L-prolyl residue; 
is isopropy\, sec. butyl, or tert.-butyl ; 
is 0 or 1; 

is -NHC(CHk, -NHCH(CH 2 CH 2 )CH(CH 3 ) 2 , -NHCH(CH 3 )C(CH 3 ) 3 , 
-N(CH 3 )OCllcH 3) -N(CH 3 )OCH 2 CH 2 CH 3 , -N(CH 3 )OCH(CH 3 ) 2 , 
N(CH 3 )0(c4) 3 CH 3 , -N(CH 3 )OCH 2 C 6 H 5 , -NHC(CH 3 ) 2 C 6 H 5 , 
-NHC(CH 3 ) 2 CH 2 CH 3 , -NHC(CH 3 ) (CH 2 CH 3 ) 2 , 
-NHCH[CH((±i 3 ) 2 ] 2 , -NHC(CH 3 ) 2 CN, -NHCH(CH 3 )CH(OH)C 6 H 5 , 
-NH-C(CH 3 ) 2 CH=CH 2 , -NHC(CH 3 ) 2 OCH, 



R l 
R 2 
A 
B 

D 

E 
X 
s 

K 
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IC(CH 2 CH 3 ) 2 C = CH, -NHC(CH 3 ) 2 CH 2 CH 2 OH, 
tc(CH 3 ) 2 CH(CH 3 ) 2 , -NHC(CH 3 ) 2 CH 2 CH 2 CH 3 , 
-NHC(CH 3 ) 2 CH 2 C 6 H 5 , -N(OCH 3 )CH(CH 3 ) 2 , -N(OCH 3 )CH 2 CH 3 , 
-N(OpH 3 )CH 2 CH 2 CH 3 , -N(OCH 3 )CH 2 C 6 H 5 , -N(OCH 3 )C 6 H 5 , 
-N(CH 3 )OC 6 H 5 ,-N(OCH 3 )CH 2 CH 2 CH 2 CH 3i 




or K is 



10 



— NH 



CH 3 



H 3 C 



O -NH 




15 



CH 3 CHj CH 3 

-NH .-NH^/', -NH 4^) f — NH-^^ ' 



CH1ICH3 CH 3 

I 

or — NH — j — CO NK CK 2 CH : CM 3 

CH 3 



20 



anxTtrie "salts thereof with physiologically tolerated acids. 



25 



D-E-(G) S -K 



Novel peptides of the formula I 
R^N-CHX-CO-A-B- 

where 

is methyl; 
is methyl; 
is a valyl residi 
is a N-methyl-vAlyl residue; 



R l 
R 2 
A 
B 
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15 



D 
E 
X 
s 

K 



or K is 



is a prolyl residue; 
is a prolyl residue; 
is isopropyl ; 
js 0 or 1; 

i -nhc(ch 3 ) 3 , -nhch(ch 2 ch 2 )ch(ch 3 ) 2 , -nhch(ch 3 )c(ch 3 )3, 
\(ch 3 )och 2 ch 3 , -n(ch 3 )och 2 ch 2 ch 3 , -n(ch 3 )och(ch 3 ) 2> 
3 )0(ch 2 ) 3 ch 3 , -n(ch 3 )och 2 c 6 h 5 , -nhc(ch 3 ) 2 c 6 h 5 , 
(c(ch 3 ) 2 ch 2 ch 3 , -nhc(ch 3 ) (ch 2 ch 3 ) 2> 
:h[ch(ch 3 ) 2 ] 2 , -nhc(ch 3 ) 2 cn, -nhch(ch 3 )ch(oh)c 6 h 5 , 
-nh-c(ch 3 ) 2 ch=ch 2 , -nhc(ch 3 ) 2 c=ch, 
-nhofch 2 ch 3 ) 2 c=ch, -nhc(ch 3 ) 2 ch 2 ch 2 oh, 
-nhcoch 3 ) 2 ch(ch 3 ) 2 , -nhc(ch 3 ) 2 ch 2 ch 2 ch 3 , 
-nhc(oh 3 ) 2 ch 2 c 6 h 5 , -n(och 3 )ch(ch 3 ) 2 , -n(och 3 )ch 2 ch 3 , 
-n(0ch 3 \ch 2 ch 2 ch 3> -n(och 3 )ch 2 c 6 h 5 , -n(och 3 )c 6 h 5 , 
-n(ch 3 )0« 6 h 5 , -n(och 3 )ch 2 ch 2 ch 2 ch 3 , 



.N O 



20 




CH-s 



— NH ~< 



CH 3 
— NK —X 



NK 




25 



CE-. 



•■O 



ch 3 c:-: 3 



NH- 



c:-:- 



c:-:- 



r-_-. 



CCNH: 



and the salts thereof with physiologically Volerated acids. 
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Novel peptides of the formula I 

R'l\ 2 N-CHX-CO-A-B-D-E-(G) s -K 

where 

is methyl; 
is methyl; 

is a valyl, isoleucyl, or 2-tert-butylglycyl residue; 
is a N-methyl-valyl, N-methyl-isoleucyl, or N-methyl-2-tert- 
butylglycyl residue; 

is a prolyl, or thiazolidine-4-carbonyl residue; 
is a prolyl residue; 

is isopropyl, sec. butyl, or tert.-butyl ; 
a D-2-tert.butylglycyl, D-isoleucyl, 2,2-dimethylglycyl residue, 
'-valyl or L-2-tert.butylglycyl; 
is\l ; 

is\NHCH 3 , -NHCH 2 CH 3 , -NH(CH 2 ) 2 CH 3 , -NH(CH 2 ) 3 CH 3 , 
[(CH 2 ) 4 CH 3 , -NH(CH 2 ) 5 CH 3 , -NHCH(CH 3 ) 2 , 
CH(CH 3 )CH 2 CH 3 , -NHCH(CH 2 CH 3 ) 2 , -NHC(CH 3 ) 3 , -NH- 
cyclthexyl, -NHC(CH 3 ) 2 CN, -NCH(CH 3 ) 2 C=CH or 
-NHC(CH 3 ) 2 CONH 2 ; 



R 1 
R 2 
A 
B 

D 

E 
X 
G 

s 

K 



20 or K is 



25 



/ V 

— N 0 



and the salts thereof wfth physiologically tolerated acids. 
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8. Compounds of formula I or salts thereof for use in treating diseases. 

9. The method or preparing compounds of formula I according to claim 1 
charactei\zed in thaQhej^re prepared according to known methods of peptide 

5 chemistryA 




